iO/5.27844 

WO 2004/026850 PCT/GB2003/004022 

1/4 




a: reductive amination \with R^R^NH 
b: deptotecdon 

c: (1) iodine, H2N(C=S)NHR^ (ii) OH" 



Figure 1 
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a: reductive animation with R^R^H 
b: deprotection 

c: (5) iodine, H2N(C=S)NHR^; (ii) OH' 



Figure2 
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a: w-propylamiae, NaCNBHs, MeOH/HCl 
b: aq. HCl/THF 

c: ^) iodine, H2N(C=S)NH2, ethanol, refliix; (if) aq. NaOH 



Figure 3 
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iq 



X,Y=0,SorSe 

R^ = CO-R^, Si(R'^)3, or an optionally substituted alkyl, alkenyl, aJkynyl, 
aryl, aiylalkyl, atylalkenyl, aiylalkynyl, alkylaiyl, alkenylaiyl or 
alkynylaryl group, which may include one or more heteroatoms 
N, O or S in its carbon skeleton 

R^ = hydrogen or alkyl 

and/or XR5,YR<^ = CN 




X,Y=0, S,NR^orSe 
n = 2 or 3 

R^, = hydrogen, halide, or an optionally substituted alkyl, alkenyi, 
alkynyl, aryl, arylalkyl, arylalkenyl, arylalkynyl, alkylaryl, 
alkenylaryl or alkynylaryl group, which may include one or 
more heteroatoms N, O or S in its carbon skeleton 

R^ = hydrogen or alkyl 



X,Y = 0,SorNR^ 
R** = hydrogen or sJkyl 




It 

X,Y=0,SorNR6 
R^ = hydrogen or alkyl 




lu 



R5 = N(K% OR^ 

R^ = hydrogen, or an optionally substituted alkyl, alkenyi, alkynyl, 
aryl, arylalkyl, arylalkenyl, arylalkynyl, alkylaryl, alkenylaryl or 
alkynylaryl group, which may include one or more heteroatoms 
N, O or S in its carbon skeleton 



NR^ 



Figure 4 



